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gooao

&5 | {bews HEE NMR / MS

99 |4—-73I/-N IH NMR (399.902 MHz,
— [(4—2ponm o DMSO0) § 11.65 (1H, s), 8.76
Zz=) (= Ng, | (1H, ), 8.13 (1H, s), 7.42 - 7.25
=) AFN] — O E%ﬁ (9H, m), 7.17 - 7.15 (1H, m),

Cl

1— (7TH—E®n N 6.60 - 6.58 (1H, m), 6.07 (1H, L0
z[2, 3—4d] N s), 4.45 - 4.39 (2H, m), 3.59 -
FUIYr—4 Nmb 8.51 (2H, m), 2.34 - 2.27 (2H,

e LY BRY NN | m), 2.02 - 1.93 2H, m), 1.52 -

v—4 —H R 1.46 (2H, m)

FTIR m/z (ESI+) (M+H)+ = 461;

HPLC tr = 2.21 4.

30 4 —-73/)—N HN. 0O o 1IH NMR (399.902 MHz,
—[2—73/— NH, DMSO) § 11.65 (1H, s), 8.92
N 20
1—(4—7uan H (1H, ), 8.13 (1H, ), 7.80 (1H,
Cl

Txz=) —2— N s), 7.45 - 7.39 (4H, m), 7.29
FEVFNL] — NJm (1H, &), 7.17 - 7.15 (1H, m),
1—(7H-v® I 6.58 - 6.57 (1H, m), 5.30 (1H,
m[2, 3—d] R s), 4.48 - 4.38 (2H, m), 3.55 -

vy I —4
—A ) BERY T
v—4 — B AR

3.46 (2H, m), 2.43 (2H, s), 2.03
- 1.94 (1H, m), 1.90 - 1.82 (1H,
m), 1.49 - 1.39 (2H, m)

*LT7 IR m/z (BSIH) (M+H)+ = 428; 30

HPLC tr = 1.45 4.
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Ooo0o0ogano

5. | b4 R NMR / MS

31 4—-F73/)—1—(8 i g MS: m/z (ESI+) (M+H)+
—7aE—-1H—F CI@N NH, = 480; HPL.C tR = 1.34
Fvm [3, 4—d] H o

vYIPr—4—4
Ay —N— [(18)
—1—(4—zunz
=) =F ] B2
VO —4—HFR
FTIF

S

Br
N
NP,
o rd
N

Tz

39 4 -7/ —-—N-—
[(18) —1— (4
—supgZoz=/N) x
FN] —1— (5—7
mTr—7TH—-Yamnm
[2, 3—d] E¥Y3
V=4 —AN) BN
DYy —4—HhNR
IR

IH NMR (400 MHz,
DMSO) § 1.39 (3H, d),

142 - 1.51 (2H, m),
1.98 — 2.18 (4H, m),
3.36 — 3.48 (2H, m),
3.90 - 4.03 (2H, m),
482 — 496 (1H, m),
7.31 - 7.41 (4H, m),

7.45 (1H, s), 8.23 (1H,
s), 8.34 (1H, d), 11.98 —
12.18 (1H, m).

MS: m/z (ESI+) (M+H)+
= 433; HPLC tR = 1.96
.

33 4—-73/—-1—(3
- eEe—-1H-F
Z7Yue [3, 4—d]
YyIYvr—4—4
W) —N— [(18)
—1—(4—Z7mnz
z=/) —3—k Fr
272N ] B
Vry—4—HANEX
YFIF

1H NMR (400.13 MHz,
DMSO-d6) § 1.45 - 1.53
(2H, m), 1.81 - 1.94 (2H,
m), 1.98 - 2.14 (2H, m),
3.38 (2H, m), 3.55 - 3.62
(2H, m), 4.17 - 4.23 (2H,
m), 4.54 (1H, t), 4.90
(1H, d), 7.32 - 7.38 (4H,
m), 8.29 (1H, s), 8.46
(14, dMS m/e MH+
510
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34 4 -7 3/ —N-—
[(18) —1— (4
— o7 z==)) —
3—b Fexirnm
vl —1— (5—7
gee—7H—Fuono
[2, 3—ad] ¥VU3
Vi—d—AN) BN
Jov—4—haR
T IN

1H NMR (399.9 MHz,
DMSO0-d6) § 1.42 - 1.50
(2H, m), 1.82 - 1.92 (2H,
m), 2.01 - 2.15 (2H, m),
3.39 - 3.46 (4H, m), 3.93
- 3.99 (2H, m), 4.59 (1H,
t), 4.90 (1H, m), 7.33 -
7.39 (4H, m), 7.47 (1H,
s), 8.25 (1H, s), 8.52
(1H, d), 12.14 (11, s)
MS m/e MH+ 463

35 4—-FI/—1— (5
— T nE—T7TH—

oo [2, 3—d] ¥
VIPr—4—AN)
—N— [(18) —1
—{(d—un7r-=
) TFN] Ry D
v—4—HrRF

TIF

Br
N7 N
o1
\N E

IH NMR (400 MHz,
DMSO0) § 1.38 (3H, d),

142 — 1.52 (2H, m),
2.02 — 223 (4H, m),
3.40 - 3.45 (2H, m),
3.85 — 3.99 (2H, m),
4.80 - 4.97 (1H, ),
7.33 — 7.40 (4H, m),

7.51 (1H, s), 8.26 (1H,
s), 8.33 (1H, d), 12.11 —
12.28 (1H, m).

MS: m/z (ESI+) (M+H)+
= 479; HPLC tR = 2.08
el

36 4 -7 I /) —N-—
[(18) —1— (4
—fapRr7 =) —
3—k FuxiFo
Al —1— (52
FNL—TH—-—ERro
(2, 3—d] ¥US
Vr—4—AN) B
WO —4—NR
*TINR

a

1H NMR (399.9 MHz,
DMSO-dé) 6 1.41 - 1.49
(2H, m), 1.79 - 2.13 (6H,
m), 2.34 (3H, s), 3.38 -
3.42 (2H, m), 8.73 (2H,
t), 4.59 (1H, 1), 4.90 -
4.93 (1H, m), 7.05 (1H,
), 7.31 - 7.41 (4H, m),
8.19 (1H, 9, 8.50 (1H,
d), 11.50 (1H, )

MS m/e MH+ 443
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goooad
a7 4 —73I/)—-—N-— : 0 1IH NMR (400 MHz,
[(18) —1— (4 Cl@N NH, DMSO) § 1.39 (3H, d),
—JRru7 =)L) - H 141 — 154 (2H, m),
FN] —1— (5—%* N 1.96 — 2.17 (4H, m),
FL—TH—-VrE N;irg 2.34 (3H, ), 3.31 — 3.43
[2, 3—d] Y3 | N\ (2H, m), 3.65 — 3.84
Dr—4—A ) B NoH (2H, m), 4.81 — 497
YOy —4—HAR (1H, m), 7.03 (1H, s),
FLT IR 7.30 — 7.44 (4H, m),
8.18 (1H, s), 8.34 (1H,
d), 11.45 (1H, s).
MS: m/z (ESI+) (M+H)+
= 413; HPLC tR = 1.41
4.
oooooao
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ogoooad
By | ka4 i NMR / MS
gg* | 4—T7 I/ —N-— 1H NMR (399.902 MHz,

[{(18) —1— (4
—Jar7x==)b)
—3—k Fe¥i—
3—AFNTFN]
—1—- (7TH—¥=&
z[2, 3—d] ¥

DMSO0-d6) § 1.10 (s, 3H),
1.12 (s, 3H), 1.54 - 1.63
(m, 2H), 1.66 - 1.71 (m,
1H), 1.92 - 1.99 (m, 1H),
2.05 - 2.16 {m, 2H), 3.49 -
3.60 (m, 2H), 4.41 - 4.49

A —=JINERF
TIF

JIVy—4—o NOH | (m, 2M), 4.96 (a4, 1),
L) BR) -4 6.61 (d, 1H), 7.18 (d, 1H),
—~HNVRFLTIN 7.29 - 7.35 (m, 4H), 8.15
(s, 1H), 8.62 (d, 1H),

11.64 (s, 1H)
mfz (ES+) M+H)+ =

457.22

39 4—73I/—N-— 0 1H NMR (400.13 MHz,
[(18) —1— (4 N NH, DMSO0-d6) § 1.40 (3H, d),
—F )T =) H 1.51 (2H, d), 1.93 - 2.08
FA] —1— (7 (2H, m), 3.52 - 3.58 (2H,
H—tFrero [2, 3 / N7 A\ m), 4.39 - 4.45 (2H, m),
—d] ¥V3IYr—|N g\ | 4.94 (1H, 1), 6.59 (1H, d),
4—AN) XYY NT H 7.16 - 7.17 (1H, d), 7.51

(2H, d), 7.78 (2H, d), 8.13
(1H, ), 8.47 (1H, d),
11.64 (1H, )

MS m/e MH+ 390
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[(18) —1—(3

HO

IH NMR (400.13 MHz,
DMSO-d6) § 1.44 (2H, ¢),

FN) Tz=)V] =
Ft ERY -
4 —HNLRXIT I
e

—Zunrz=) N NH, 1.81 - 2.03 (4H, m), 3.35 -
—3—k Fexy7 H 3.40 (2H, m), 3.50 - 3.58
gEA] —1— (7 (2H, m), 4.35 - 4.42 (2H,
H—¥urnr [2, 3 o N% m), 4.54 (1H, t), 4.89 (1H,
—d] By I V- K\N | . a0, 6.58 (1H, m), 7.14 -
4—AN) BRYD H 7.16 (1H, m), 7.26 - 7.28
VA —HNABFY (2H, m), 7.32 - 7.36 (2H,
7IK m), 8.12 (IH, s), 8.46

(1H, d), 11.62 (1H, &)

MS m/e MH+ 429
41 4-737—-1- 0 1H NMR (400.13 MHz,
(TH-¥rul[2, N NH, | DMSO-d6) § 1.41 (3H, d),
3—d] ¥ IV H 1.50 (2H, d), 1.93 - 2.06
—4—4)) —N-— N (2H, m), 3.52 - 3.58 (2H,
{(18)y—1—[4 N)IX m), 4.39 - 4.44 (2H, m),
— (FYTF A F g\ | N 4.95 (1H, t), 6.59 (1H, d),
H

7.15 - 7.17 (1H, d), 7.54
(2H, d), 7.67 (2H, d), 8.13
(1H, ), 8.46 (IH, 4d),
11.64 (1H, s)

MS m/e MH+ 433

*EREFI 9, ANERE 2 ICER LB OER—OHATUD v 7V PRIz L - Tl
WL, FLTERFSOEDIZHRMLELDOLER—DHERFERA L CTEF ACHESEL

oo
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5. | LEWs g NMR / MS
42 |4-T7 I/ —N-— i 1H NMR (400.13 MHz,
[(1R) —1— (4 N> | DMS0-d6)  1.37 GH, ),

—JuEJ =)
FN] —1~ (TH-
oo [2, 3—d]
BUIYr—~4—4A
V) ERY T —4—
ANBERTTINR

Br

1.39 - 1.47 (2H, m), 1.85 -
2,02 2H, m), 2.18 (2H,
s), 3.50 - 3.58 (2H, m),
4.33 - 4.43 (2H, m), 4.80 -
4.88 (1H, s), 6.57 - 6.59
(1H, m), 7.14 - 7.16 (1H,
m), 7.27 - 7.29 (2H, m),
7.48 - 7.51 (2H, m), 8.12
(1H, s), 8.30 (1H, 4d),
11.62 (1H, &)

MH+ = 443

RT=1.69 4

43

4—-73I/-N-[1
—(4d—Fnmopryz=
) —2—Tx=)b
FN] —1— (TH—
Feo [2, 3—d]
EYIVr—4—A
) BERY D —4 —
ARV FIF

IH NMR (400 MHz,
DMSO) 8§ 1.21 — 1.42
(2H, m), 1.72 — 1.94 (2H,
m), 2.98 — 3.10 (2H, m),
3.44 — 3.62 (2H, m), 4.13
— 4.23 (1H, m), 4.24 —
4,35 (1H, m), 4.98 — 5.12
(14, m), 6.54 (H, 4d),
7.12 — 7.29 (6H, m), 7.32
— 7.44 (4H, m), 8.12 (1H,
s), 844 (1H, d), 11.63
(1H, s)

MH+ = 475

RT =2.31 4

gbooooao
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44 4—-7I/)—-N—~[1
—(4—7NFa7x
=) =FN] —1—
(7TH—Fmp [2,
3—-d]l ) IPr—
4—AN) BRY T
—4—HNRFLT
TN

F
O
H
N
R
~
NTH

IH NMR (400.13 MHz,
DMSO-d6) 8 1.38 (3H, d),
1.40 - 1.46 (2H, m), 1.87 -
1.91 (1H, m), 1.96 - 2.01
(1H, m), 2.16 (2H, 9,
3.50 - 3.58 (2H, m), 4.35 -
4.43 (2H, m), 4.84 - 4.92
(1H, m), 6.57 - 6.58 (1H,
m), 7.10 - 7.15 (3H, m),
7.34 - 7.37 (2H, m), 8.12
(1H, s), 8.28 (1H, d),
11.62 (1H, s)

MH+ = 383

RT=1.47 4%

45 4 —-F I/ —N-—

[(4—ZppT==
Ny (T /) AFN]
—1—(7TH-Fnrnm
[2, 3—d] EVX
V—4—AN) B
UPr—4—h0R
LTIV

N=
r

1IH NMR (400 MHz,
DMS0O) & 142 — 1.58
(8H, m), 1.84 — 2.04 (2H,
m), 3.49 — 3.64 (2H, m),
4.30 — 4.44 (2H, m), 6.16
(1H, s), 6.57 — 6.63 (1H,
m), 7.13 — 7.19 (1H, m),
7.46 — 7.55 (4H, m), 8.13
(1H, s), 11.64 (1H, &)
MH+ = 410

RT =179 4
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46 4—-F3/—-N— (1 0 1H NMR (400.13 MHz,
~7 == EF L) — N N, | DMSO-de) § 1.38 (3H, d),
1— (7TH—-tnrn H 1.89 - 2.03 (2H, m), 2.17
[2, 3—d] ¥Y=X (2H, s), 3.50 - 3.57 (2H,
Dy—4—4N) ER NZ m), 4.37 - 4.43 (2H, m),
VP4 — R g | ) 4.84 - 4.92 (1H, m), 6.57 -
FUTIR N R 658 (H m), 7.15 (H,
dd), 7.19 - 7.26 (1H, m),
7.31 - 7.32 (4H, m), 8.12
(1H, s), 828 (1H, ),
11.62 (1H, )
MH+ = 365
RT = 1.40 4,
oooooao
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5 | k&4 s NMR / MS
47 4—7I/—-N—[1 1H NMR (400.13 MHz,
—(4—Zupye= NO DMS0-d6) § 1.31 - 1.49
)y —4—vul Py o (4H, m), 1.65 (4H, g,
—1—AN7TFN] — NH 1.69 - 1.77 (2H, m), 1.88 -
(+] N 2
1— (7TH—-Fun a H 1.98 2H, m), 2.15 (2H,
[2, 3—d] ¥VUZ N s), 2.34 (44, s, 2.36 (2H,
D=4 —AN) B N s), 3.58 - 3.58 (2H, m),
Vv —4—BR L\ | N | 434 - 441 (2H, m), 4.73
FLT IR Yoh (1H, m), 657 (1H, d),
7.14 - 7.15 (1H, d), 7.32 -
7.37 (4H, m), 8.12 (1H,
s), 830 (1H, d), 11.62
(1H, s)
MS m/e MH+ 496
48 4—F7I/)—-N—1[1 o 1H NMR (399.9 MHz,
—(4—Zun7x= N DMSO0-dé) § 1.32 - 1.37
L) —4 —FAFRY (1H, m), 1.44 - 1.51 (1H,
—d— A NTFN] — i o, | ™ 157 © 176 (4H, m)
1— (7TH—YFun N 2.10 - 2.17 (2H, m), 2.26 -
Cl
[2, 3—d] ¥UZ3 N 2.35 (6H, m), 3.47 - 3.56
Pr—4—AN) B NP N (6H, m), 4.51 (H, o),
) 2 o 479 GH, m), 6.62 - 6.64
N
H

FVTIF

(1H, m), 7.19 (1H, 1), 7.32
- 7.34 2H, d), 7.37 - 7.39
(2H, d), 8.16 (1H, ), 8.49
(1H, s), 11.68 (1H, s)

MS m/e MH+ 512
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49

4—-73I/—N—-[1

—(4—Zvur-=
) —4 -y Dy
—1—ANTFN] —

1— (7TH—F¥on
[2, 3—d]lrUS
V—4—AN) B
VY —4—ANR
FLTFTIFR

Cl

Tz,

1H NMR (400.13 MHz,
DMSO0-d6) § 1.31 - 1.37
(8H, m), 1.41 - 1.47 (6H,
m), 1.66 - 1.73 (2H, m),
1.86 - 2.00 (2H, m), 2.16 -
2.24 (7TH, m), 3.50 - 3.58
(2H, m), 4.34 - 4.40 (2H,
m), 473 (1H, m), 6.57
(14, &, 7.15 (1H, d), 7.31
- 7.37 (4H, m), 8.12 (1H,
s), 829 (1H, d), 11.62

(1H, s)
MS m/e MH+ 510
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[(18) —1— (4
—ZeuaZr=jl) —
3—ENAFY—4
—A AT l] —1
—(7TH—Yrna[2,
3—d]vryIvr-
4 —A)) ERY T
— 44— NRFT
IF

H
Cl
N N
ﬁﬁ
\N H

o000 oo b0 oo b oo b oo boDooooOood
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&S | 54 i NMR / MS

50 4 —-73I)—-N-— 1\!1 1H NMR (400.13 MHz,
[(18) —1— (4 ENJ DMSO-d6) § 1.39 - 1.47
—Jna7z=)) — (2H, m), 1.84 - 1.97 (4H,
3—(4—AFnrpe /’ 0 m), 2.13 (4H, ), 2.19
FO—1—AN) S U\ﬁ%ﬁmz (2H, 1), 2.31 - 2.34 (7H,
oAl —1— (7H | a m), 3.54 - 3.57 (2H, m),
—voul2, 3—4d] N 4.38 (2H, m), 4.82 (1H,
vYVIYry—4—4 fm m), 6.57 (1H, 4), 7.14 -
) ERY Dy —4— N R 7.16 (1H, d), 7.31 - 7.37
ANVRFLT IR (44, m), 8.12 (1H, s),

8.55 (1H, d), 11.62 (1H, s)
MS m/e MH+ 511
51 4 —-73/)—-N- 1H NMR {(400.13 MHz,

DMSO-d6) & 1.43 (2H,
m), 1.83 - 2,00 (4H, m),
2.20 (2H, t), 2.27 - 2.37
(4H, m), 3.51 - 3.63 (6H,
m), 4.35 - 4.41 (2H, m),
4.85 (1H, m), 6.57 (1H,
d), 7.15 (UH, @), 7.32 -
7.37 (4H, m), 8.12 (1H,
s), 8.65 (1H, d), 11.62
(1H, s)

MS m/e MH+ 498
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59 4 -7 I/ —N-
[(18) —1— (4
—reRr7 =) —
3—ERYTrr—1
—AfA7Tern] —1
—(7TH-¥rwm[2,
3—d]lr)Ivr—
4 —AN) BERY P
—4—HNHRRTT
IR

1H NMR (400.13 MHz,
DMSO0-d6) § 1.33 - 1.50
(8H, m), 1.82 - 1.90 (4H,
m), 2.15 (2H, t), 2.25 -
2.34 (44, m), 3.53 - 3.57
(2H, m), 4.39 (2H, m),
4.82 (1H, m), 6.57 (1H,
d), 7.14 - 7.16 (1H, d),
7.30 - 7.37 (4H, m), 8.12
(1H, s), 8.64 - 8.66 (14,
d), 11.62 (1H, s)

MS m/e MH+ 496

5g* 4 —7 I /) — N —

[((1S) —1— (4
—/uae7o=jl) —
3—ERFV—1
— AT —1
—(7TH—vrnoul[2,
3—dl vl IPr—
4 —AN) ERY T
— 4 — A NRET
IF

1H NMR (400.13 MHz,
DMSO-d6) & 1.40 - 1.47
(2H, m), 1.82 - 1.99 (4H,
m), 2.11 - 2.25 (6H, m),
2.67 - 2.69 (4H, m), 3.54 -
3.57 (2H, m), 4.35 - 4.41
(2H, m), 4.83 (1H, m),
6.57 (1H, d), 7.15 (1H, d),
7.31 - 7.87 (4H, m), 8.12
(1H, s, 861 (1H, d),
11.62 (14, s)

MS m/e MH+ 497
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4 -7/ —N-—
[(18) —1— (4
—rZrBZo=jl) —
83— (1H—A &Y
=1 —AN) e
L] —1— (7TH-—
vtewo [2, 3—d]
v)IVr—4—A
W) BERYT—4 —
BNRFTT IR

Cl

N* N\

1H NMR (400.13 MHz,
DMSO0-d6) § 1.41 - 1.53
(2H, m), 1.86 - 2.04 (2H,
m), 2.13 - 2.25 (4H, m),
3.52 - 3.61 (2H, m), 3.96 -
4.00 (2H, m), 4.34 - 4.42
(2H, m), 4.69 (1H, m),
6.58 (1H, d), 6.89 (1H, s),
7.15 (2H, t), 7.31 (2H, d),
7.36 - 7.38 (2H, d), 7.56
(1H, s), 8.12 (1H, s), 8.44
(1H, d), 11.62 (1H, s)

MS m/e MH+ 479

55

4 -7 I/ —-N-—
[(18) -1~ (4
— e e=)) —
3I—rald¥r—-1
—A7aEl] —1
—(7TH—-vnmno[2,
3—dlvyIvr—
4—AN) BXY v
—~4 —HNRRT
K

N

/‘

0

Ny NH,
H
cl

N

|
RN )

1H NMR (400.13 MHz,
DMSO-d6) § 1.42 - 1.58
(2H, m), 1.71 (6H, s),
1.84 - 2.02 (5H, m), 2.33
(2H, m), 2.55 (2H, m),
3.51 - 3.59 (2H, m), 4.36 -
4.43 (2H, m), 4.86 (1H, t),
6.58 (1H, d), 7.16 (1H, d),
7.30 - 7.38 (5H, m), 8.12
(1H, ¢), 11.63 (1H, s)

MS m/e MH+ 482

¥1— (2, 4—PA PFIRUDA) ERFIUMNSHTE L TEEF 2 6 0HiciR
L7bDLFR—OFERICE > TREEL -, BBROTLEDTF AREHEIL, 8 0°CTHEL
LT, BocERUOTA ML RUOULEZKRE LT,
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